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=> fil reg 

FILE 'REGISTRY' ENTERED AT 08:45:31 ON 21 SEP 2 004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 19 SEP 2004 HIGHEST RN 748118-51-6 
DICTIONARY FILE UPDATES: 19 SEP 2004 HIGHEST RN 748118-51-6 

TSCA INFORMATION NOW CURRENT THROUGH MAY 21, 2 004 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches . 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss . html 

=> d 13 ide can 

L3 ANSWER 1 OF 1 REGISTRY COPYRIGHT 2 004 ACS on STN 
RN 361340-15-0 REGISTRY 

CN [1, 1 ' -Biphenyl] -3-carboxylic acid, 5-amino-2 ' - [2 - [ [ [4 - 

(aminoiminomethyl) phenyl] methyl] amino] -2-oxoethyl] -4 ' - (cyclobutylamino) -3 1 - 

fluoro- (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C27 H28 F N5 03 
SR CA 

LC . STN Files: CA, CAPLUS, US PAT 2 , US PAT FULL 
DT.CA CAplus document type: Patent 

RL.P Roles from patents: BIOL (Biological study); PREP (Preparation); USES 
(Uses) 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



REFERENCE 1: 135:257039 
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=> d his 



(FILE 1 HOME 1 ENTERED AT 08:40:44 ON 21 SEP 2004) 
SET COST OFF 



FILE 



'HCAPLUS' ENTERED AT 08:40:54 ON 2 1 SEP 2 004 

1 S (US20040138275 OR US6660885 OR US20020025947) /PN OR (WO2001-U 
SEL RN 



LI 



FILE 



'REGISTRY' ENTERED AT 08:42:11 ON 21 SEP 2004 
381 S E1-E381 

1 S L2 AND C27H2 8FN503 

SEL RN 
0 S E3 82/CRN 



L2 
L3 



L4 



FILE 



1 HCAOLD ' ENTERED AT 08:45:12 ON 21 SEP 2004 
0 S L3 



L5 



FILE 



'HCAPLUS' ENTERED AT 08:45:13 ON 21 SEP 2004 
1 S L3 



L6 



FILE 



1 US PAT FULL , US PAT 2 1 ENTERED AT 08:45:13 ON 21 SEP 2004 
4 S L3 



L7 



FILE 'REGISTRY' ENTERED AT 08:45:31 ON 21 SEP 2 004 
=> fil hcaplus 

FILE 'HCAPLUS' ENTERED AT 08:46:36 ON 21 SEP 2 004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this Information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 21 Sep 2004 VOL 141 ISS 13 
FILE LAST UPDATED: 20 Sep 2004 (20040920/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d 16 all hitstr 

L6 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2004 ACS on STN 
AN 2001:693283 HCAPLUS 
DN 135:257039 

ED Entered STN: 21 Sep 2 001 

TI Preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade 
IN South, Michael S . ; Parlow, John J. 
PA Pharmacia Corporation, USA 
SO PCT Int. Appl., 437 pp. 

CODEN: PIXXD2 
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DT Patent 

LA English 

IC I CM C07D211-26 

ICS C07D213-40; C07D521-00; C07C257-18; C07C311-21; A61K031-4465 ; 
A61P007-02 

CC 25-19 (Benzene, Its Derivatives, and Condensed Benzenoid Compounds) 

Section cross-reference (s) : 1 
FAN - CNT 1 

PATENT NO . KIND DATE APPLICATION NO. DATE 



WO 


2001068605 




Al 




20010920 




WO 2001- 


US7918 




20010313 




W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, GM, 






HR, 


HU, 


ID, 


IL, 


IN, 


is, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, LS, 






LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


PL, 


PT, RO, 






RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, UZ, 






VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 








RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZW, 


AT, 


BE, 


CH, CY, 






DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, BF, 






BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 




AU 


2001043598 




A5 




20010924 




AU 2001- 


43598 




20010313 


US 


2002025947 




Al 




20020228 




US 2001- 


804959 




20010313 


US 


6660885 






B2 




20031209 


















us 


2003236231 




Al 




20031225 




US 2002- 


203866 




20021113 


us 


2004138275 




Al 




20040715 




US 2003- 


706595 




20031112 


us 


2000 


-188943P 




P 




20000313 


















us 


2000 


-252159P 




P 




20001120 


















us 


2001 


-804959 




Al 




20010313 


















wo 


2001 


-US7918 




W 




20010313 



















CLASS 

PATENT NO. CLASS PATENT FAMILY CLASSIFICATION CODES 



WO 2001068605 ICM C07D211-26 

ICS C07D213-40; C07D521-00; C07C257-18; C07C311-21; 

A61K031-4465; A61P007-02 
US 2002025947 ECLA C07C257/18; C07C311/13; C07C323/49; C07C323/63; 

C07D211/26; C07D213/40B; C07D52 1/00B1N3 

OS MARPAT 135:257039 
GI 



Rl 




J 




II 
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AB The title compds . [I; J = H, halo, OH, etc.; B = (un) substituted aryl, 
heteroaryl; A = a bond, CH2S02, CH2, (CH2)2, etc.; Y = NH, O, CO, etc.; 
X0, Rl, R2 = H, alkyl, halo, etc.; K = a bond, CH2 , etc.; E0 = a bond, 0, 
CONH, etc.; Y0 = (4 -piper idinyl ) methyl , (amidino) benzyl , etc.] and their 
pharmaceutical^ acceptable salts, useful as inhibitors of serine 
proteases of the coagulation cascade, were prepared E.g., a multi-step 
synthesis of II.HCl which showed IC50 of > 30 uM against factor Vila, 
factor Xa and thrombin, and IC50 of 0.3 uM against trypsin, was given. 
ST benzamidine polycyclic aryl heteroaryl prepn anticoagulant platelet 
aggregation inhibitor; benzene polycyclic aryl heteroaryl prepn 
anticoagulant platelet aggregation inhibitor; serine protease inhibitor 
benzamidine polycyclic aryl heteroaryl prepn; factor Vila Xa inhibitor 
benzamidine polycyclic aryl heteroaryl prepn; thrombin inhibitor 
benzamidine polycyclic aryl heteroaryl prepn; trypsin inhibitor 
benzamidine polycyclic aryl heteroaryl prepn 
IT Anticoagulants 

Platelet aggregation inhibitors 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
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361339-60- 
361339-65- 
361339-70- 
361339-75- 



8P 
3P 
OP 
5P 



361339-61- 
361339-66- 
361339-71- 
361339-76- 



9P 361339-62-0P 

4P 361339-67-5P 

IP 361339-72-2P 

6P 361339-77-7P 



361339-63-1P 
361339-68-6P 
361339-73-3P 
361339-78-8P 



361339-64-2P 
361339-69-7P 
361339-74-4P 



RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 



361339-79-9P 
361339-84-6P 
361339-89-1P 
361339-94-8P 

361339- 99-3P 

361340- 04-7P 
361340-09-2P 
361340-14-9P 
361340-18-3P 
361340-23-0P 
361340-28-5P 
361340-33-2P 
361340-38-7P 
361340-43-4P 
361340-48-9P 



361339-80-2P 
361339-85-7P 
361339-90-4P 

361339- 95-9P 

361340- 00-3P 
361340-05-8P 
361340-10-5P 

361340-15-OP 
361340-19-4P 
361340-24-1P 
361340-29-6P 
361340-34-3P 
361340-39-8P 
361340-44-5P 
361340-49-0P 



361339-81-3P 
361339-86-8P 
361339-91-5P 

361339- 96-0P 

361340- 01-4P 
361340-06-9P 
361340-11-6P 

361340-16-1P 
361340-20-7P 
361340-25-2P 
361340-30-9P 
361340-35-4P 
361340-40-1P 
361340-45-6P 



361339-82-4P 
361339-87-9P 
361339-92-6P 

361339- 97-1P 

361340- 02-5P 
361340-07-0P 
361340-12-7P 

361340-17-2P 
361340-21-8P 
361340-26-3P 
361340-31-OP 
361340-36-5P 
361340-41-2P 
361340-46-7P 



361339-83-5P 
361339-88-0P 
361339-93-7P 

361339- 98-2P 

361340- 03-6P 
361340-08-1P 
361340-13-8P 

361340-22-9P 
361340-27-4P 
361340-32-1P 
361340-37-6P 
361340-42-3P 
361340-47-8P 



361340-50-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 
9002-04-4, thrombin 9002-05-5, factor Xa 9002-07-7, trypsin 
37259-58-8, serine protease 65312-43-8, factor Vila 
RL: BSU (Biological study, unclassified); MSC (Miscellaneous); BIOL 
(Biological study) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 
67-64-1, Acetone, reactions 100-52-7, Benzaldehyde , reactions 
108-98-5, Thiophenol, reactions 122-78-1, Phenyl ace t aldehyde 591-19-5, 
m-Bromoaniline 813-19-4, Bis.(tributyltin) 960-16-7 1939-99-7, 
a-Toluenesulf onyl chloride 3731-53-1, 4 -Pyridylmethylamine 
5036-48-6, 3- (Imidazol-l-yl) propylamine 7144-05-0, 4- 
Piperidinemethanamine 7304-32-7, 2 -Fluoro-5 -nitrbbenzoic acid i 
192 93-58-4, 4 -Dimethylaminobenzylamine 85068-28-6, 2,6- 
Difluorophenylacetic acid 147291-50-7 162698-22-8 226942-83-2 
3 61337-21-5 361337-22-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 
6345-67-1P 361336-72-3P 361336-73-4P 361336-74-5P 



IT 



361336-78-9P 
361336-83-6P 
361336-89-2P 

361336- 95-0P 

361337- 00-OP 
361337-05-5P 
361337-11-3P 
361337-16-8P 
361340-51-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 
361336 -87 -OP 3 613 3 6 -91 -6P 361337-07 -7P 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 



361336-76-7P 
361336-81-4P 
361336-86-9P 
361336-93-8P 

361336- 98-3P 

361337- 03-3P 
361337-09-9P 
361337-14-6P 
361337-19-1P 



361336-77-8P 
361336-82-5P 
361336-88-1P 
361336-94-9P 

361336- 99-4P 

361337- 04-4P 
361337-10-2P 
361337-15-7P 
361337-20-4P 



361336-79-0P 
361336-84-7P 
361336-90-5P 

361336- 96-1P 

361337- 01-1P 
361337-06-6P 
361337-12-4P 
361337-17-9P 



361336-75-6P 
361336-80-3P 
361336-85-8P 
361336-92-7P 

361336- 97-2P 

361337- 02-2P 
361337-08-8P 
361337-13-5P 
361337-18-0P 
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(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 

for selective inhibition of the coagulation cascade) 
RE.CNT 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS RECORD 

RE 

(1) Illig, C; US 5741819 A 1998 HCAPLUS 

(2) Ljungberg; EUR J PHAR SCI 2001, V12 (4) , P441 HCAPLUS 

(3) Terumo Corp; JP 07233148 A 1995 HCAPLUS 
IT 361340-15-OP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
RN 3 61340-15-0 HCAPLUS 

CN [1, 1 1 -Biphenyl] -3 -carboxylic acid, 5-amino-2 ' - [2- [ [ [4- 

(aminoiminomethyl) phenyl] methyl] amino] -2-oxoethyl] -4 ' - (cyclobutylamino) -3 » - 
fluoro- (9CI) (CA INDEX NAME) 




NH 



=> fil uspatall 

FILE 1 USPATFULL 1 ENTERED AT 08:46:44 ON 21 SEP 2004 

CA INDEXING COPYRIGHT (C) 2 004 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE ' USPAT2 1 ENTERED AT 08:46:44 ON 21 SEP 2004 

CA INDEXING COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 

=> d bib abs hitstr tot^ 17 



L7 ' 


ANSWER 1 OF 4 USPATFULL on STN 




AN 


2 004 : 179105 USPATFULL 




TI 


Polycyclic aryl and heteroaryl substituted benzenes 


useful for selective 




inhibition of the coagulation cascade 


IN 


South, Michael S., St. Louis, MO, UNITED STATES 
Parlow, John J., Arnold, MO, UNITED STATES 




PA 


Pharmacia Corporation (U.S. corporation) 




PI 


US 2004138275 Al 20040715 




AI 


US 2003-706595 Al 20031112 (10) 




RLI 


Continuation of Ser. No. US 2001-804959, filed on 13 


Mar 2001, GRANTED, 




Pat. No. US 6660885 


PRAI 


US 2000-252159P 20001120 (60) 
US 2000-188943P 20000313 (60) 




DT 


Utility 




FS 


APPLICATION 




LREP 


SENNIGER POWERS LEAVITT AND ROEDEL, ONE METROPOLITAN 


SQUARE, 16TH FLOOR, 




ST LOUIS, MO, 63102 


CLMN 


Number of Claims: 59 
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ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 12687 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to polycyclic aryl and heteroaryl substituted 

benzene compounds useful as inhibitors of serine proteases of the 
coagulation cascade and compounds, compositions and methods for 
anticoagulant therapy for the treatment and prevention of a variety of 
thrombotic conditions including coronary artery and cerebrovascular 
diseases . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 361340-15-OP 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
RN 361340-15-0 USPATFULL 

CN [1, 1 ' -Biphenyl] -3 -carboxylic acid, 5-amino-2 » - [2- [ [ [4- 

(aminoiminomethyl) phenyl] methyl] amino] -2-oxoethyl] -4 1 - (cyclobutylamino) - 
3 f -fluoro- (9CI) (CA INDEX NAME) 




NH 



L7 ANSWER 2 OF 4 USPATFULL on STN 
AN 2003:335353 USPATFULL 

TI Polycyclic aryl and heteroaryl substituted benzenes useful for selective 

inhibition of the coagulation cascade 
IN South, Michael S, St Louis, MO, UNITED STATES 

Parlow, John J, Arnold, MO, UNITED STATES 
PI US 2003236231 Al 20031225 

AI US 2002-203866 Al 20021113 (10) 

WO 2001-US7918 20010313 
DT Utility 
FS APPLICATION 

LREP SENNIGER POWERS LEAVITT AND ROEDEL, ONE METROPOLITAN SQUARE, 16TH FLOOR, 

ST LOUIS, MO, 63102 
CLMN Number of Claims: 59 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 12689 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to polycyclic aryl and heteroaryl substituted 

benzene compounds useful as inhibitors of serine proteases of the 
coagulation cascade and compounds, compositions and methods for 
anticoagulant therapy for the treatment and prevention of a variety of 
thrombotic conditions including coronary artery and cerebrovascular 
diseases. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
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IT 361340-15-OP 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
RN 361340-15-0 US PAT FULL 

CN [1, 1' -Biphenyl] -3 -carboxylic acid, 5-amino-2 * - [2- [ [ [4- 

(aminoiminomethyl) phenyl] methyl] amino] -2-oxoethyl] -4 ' - (cyclobutylamino) - 
3'-fluoro- (9CI) (CA INDEX NAME) 




NH 



L7 ANSWER 3 OF 4 USPATFULL on STN 
AN 2002:43580 USPATFULL 

TI Polycyclic aryl and heteroaryl substituted benzenes useful for selective 

inhibition of the coagulation cascade 
IN South, Michael S., St. Louis, MO, UNITED STATES 

Par low, John J. , Arnold, MO, UNITED STATES 
PI US 2002025947 Al 20020228 

US 6660885 B2 20031209 

AI US 2001-804959 Al 20010313 (9) 

PRAI US 2000-252159P 20001120 (60) 

US 2000-188943P 20000313 (60) 

DT Utility 
FS APPLICATION 

LREP SENNIGER POWERS LEAVITT AND ROEDEL, ONE METROPOLITAN SQUARE, 16TH FLOOR 

ST LOUIS, MO, 63102 
CLMN Number of Claims: 59 
ECL Exemplary Claim: 1 
DRWN No Drawings 
LN.CNT 12668 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to polycyclic aryl and heteroaryl substituted 

benzene compounds useful as inhibitors of serine proteases of the 
coagulation cascade and compounds, compositions and methods for 
anticoagulant therapy for the treatment and prevention of a variety of 
thrombotic conditions including coronary artery and cerebrovascular 
diseases. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 361340-15-OP 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
RN 361340-15-0 USPATFULL 

CN [1, 1 1 -Biphenyl] -3 -carboxylic acid, 5 -amino-2 ' - [2 - [ [ [4 - 

(aminoiminomethyl) phenyl] methyl] amino] -2-oxoethyl] -4 ' - (cyclobutylamino) - 
3»-fluoro- (9CI) (CA INDEX NAME) 
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L7 ANSWER 4 OF 4 US PAT 2 on STN 
AN 2002:43580 US PAT 2 

TI Polycyclic aryl and heteroaryl substituted benzenes useful for selective 

inhibition of the coagulation cascade 
IN South, Michael S., St. Louis, MO, United States 

Parlow, John J., Arnold, MO, United States 
PA Pharmacia Corporation, Skokie, IL, United States (U.S. corporation) 

PI US 6660885 B2 20031209 

AI US 2001-804959 20010313 (9) 

PRAI US 2000-252159P 20001120 (60) 

US 2000-188943P 20000313 (60) 

DT Utility 
FS GRANTED 

EXNAM Primary Examiner: Kumar, Shailendra 
CLMN Number of Claims: 2 6 
ECL Exemplary Claim: 1 

DRWN 0 Drawing Figure (s); 0 Drawing Page(s) 
LN.CNT 814 7 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to polycyclic aryl and heteroaryl substituted 

benzene compounds useful as inhibitors of serine proteases of the 
coagulation cascade and compounds, compositions and methods for 
anticoagulant therapy for the treatment and prevention of a variety of 
thrombotic conditions including coronary artery and cerebrovascular 
. diseases . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 361340-15-OP 

(preparation of polycyclic aryl and heteroaryl substituted benzenes useful 
for selective inhibition of the coagulation cascade) 
RN 361340-15-0 USPAT2 

CN [1, 1 1 -Biphenyl] -3 -carboxylic acid, 5 -amino-2 ' - [2 - [ [ [4 - 

( aminoiminome thy 1) phenyl] methyl] amino] -2-oxoethyl] -4 ' - (cyclobutylamino) - 
3'-fluoro- (9CI) (CA INDEX NAME) 
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